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Kokai (Jpn. Unexamined Patent Publication) No, 6-172199 
Title of the Invention: Composition for Pernasal 

Administration of Peptides 
Publication Date: June 21, 1994 
Patent Application No. 4-351063 
Filing Date: December 7, 1992 

[0002] 

[Related Arts and Problems] 

Conventionally, most medical products containing a 
peptide as an active ingredient are administered in the form 
of injection-type preparation or peroral administration. 
However, the administration by an injection-type preparation 
requires a patient to attend a hospital, gives pain or cannot 
be easily practiced. Also, the peroral administration is low 
in the absorptivity from the digestive tract and furthermore 
subject to decomposition by protease, initial passage effect 
or the like and therefore, in order to attain absorption in 
an effective amount from the digestive tract, a very large 
amount of peptide must be administered. 
[0003 ] 

In order to solve these problems, studies are being made 
for the pernasal administration, however, peptides are not 
sufficiently high in the pernasal absorptivity and 
furthermore decomposed by a protease present in the mucosa. 
[0004] 

For elevating the absorbability from the nasal mucosa, a 
method of adding a bile salt or a synthetic surfactant and 
thereby accelerating the absorption is known, however, 
adverse effects such as irritation or damage of mucosa are 
brought about by the chronic use and this method cannot be 
used in practice. 
[0005] 

Also, a method of adding a protease inhibitor such as 



1 



aprotinin and camostat mesylate and thereby accelerating the 
absorption is known (described in Program of The 
Pharmaceutical Society of Japan, 111th Conference), however, 
this method has a problem in view of safety at the 
application to nasal mucosa and is not used in practice. 
Accordingly, development of a more effective preparation is 
being demanded, 
[0006] 

[Means to Solve the Problems] 

Under these circumstances, the present inventors have 
made intensive investigations to develop a composition for 
pernasal administration of peptides, which ensures excellent 
absorbability and safety and less adverse effects, as a 
result, it has been found that the pernasal absorbability of 
peptides can be remarkably enhanced by a composition for 
pernasal administration of peptides, containing an e- 
aminocaproic acid or a tranexamic acid, and by a composition 
for pernasal administration of peptides, obtained by 
dissolving an e-aminocaproic acid or a tranexamic acid in an 
acidic citric acid buffer solution. The present invention 
has been accomplished based on this finding. 
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